BUNDESREPUBLIK DEUTSCHLAND 



Prioritatsbescheinigung uber die Einreichung 
einer Patentanmeldung 



"%0 



Aktenzeichen: 



Anmeldetag: 



103 08 355.3 



27. Februar 2003 



Anmelder/lnhaber: 



Aventis Pharma Deutschland GmbH, 
Frankfurt am Main/DE 



Bezeichnung: 



Aryl-cycloalkyl substituierte Alkansaurederivate, 
Verfahren zu ihrer Herstellung und ihre Anwendung 
als Arzneimittel 



•J 



IPC: 



C07 D, A 61 K t A 61 P 



Die angehefteten Stucke sind eine richtige und genaue Wiedergabe der ur- 
sprunglichen Unterlagen dieser Patentanmeldung. 



Munchen, den 24. Juli 2003 
Deutsches Patent- und Markenamt 
Der President 
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Die nachfolgend aufgefiihrten Beispiele dienen zur Eriauterung der Erfindung, ohne diese jedoch einzuschranken. 
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Tabellell: 
5 lm folgenden sind: 

Ring A = Cyclohexan-1 ,3-diyl, W = O.S, falls o =0 Oder W = CH, falls o = 1 , X = CH20, R4 = R5 = H, Z = O und R8 = H. 



Bsp 


R1 


R2 


R3 


W 


m 


Y1 


Y2 


n 


R6 


R7 


R9 


R10 


R11 


1 


P-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(SH-C3H7 


H 






2 


P-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(S)-i-C4H9 


H 






3 


P-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(S)-CH3 


H 






4 


P-CH3 i 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(S)-PhCH2 


H 






5 


P-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


CH3 


CH3 


H 
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Bsp 


R1 


R2 


R3 


W 


m 


Y1 


Y2 


n 


R6 


R7 


R9 


R10 


R11 


6 


P-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(RH-C3H7 


H 






7 


m-OCH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(2S)-Pyrrolidin-2-yl * 






8 


P-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(2S)-Pyrrolidin-2-yi 






g 


m-OCH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(SH-C3H7 


H 






10 


m-Br 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(SH-C3H7 


H 






11 


m-CF3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(S)-i-C3H7 


H 






12 


P-CH3 


H 


I-C3H7 


CH 


0 


CO 


NR9 


0 


H 


(SH-C3H7 


H 






13 


m-OCH3 


H 


i-C3H7 


CH 


0 


CO 


NR9 


0 


H 


(SH-C3H7 


H 






14 


m-OCH3 


H 


»-C3H7 


CH 


0 


CO 


NR9 


0 


H 


(S)-i-C3H7 a 


H 






15 


m-OCH3 


H 


CF3 


CH 


0 


CO 


NR9 


0 


H 


(S)-i-C3H7 


H 






16 


m-CF3 


H 


CF3 


CH 


0 


CO 


NR9 


0 


H 


(SH-C3H7 


H 






17 


P-CH3 


H 


CF3 


CH 


0 


CO 


NR9 


0 


H 


(SH-C3H7 


H 






18 


P-CH3 


H 


Ph 


CH 


0 


CO 


NR9 


0 


H 


(S)-i-C3H7 


H 


- 


- iil 


19 


m-OCH3 


H 


Ph 


CH 


0 


CO 


NR9 


0 


H 


(SH-C3H7 


H 




_ i 


20 


m-OCH3 


H 


Et 


CH 


0 


CO 


NR9 


0 


H 


(S)-i-C3H7 


H 






21 


P-CH3 


H 


Et 


CH 


0 


CO 


NR9 


0 


H 


(S)-i-C3H7 


H 







Bsp 


R1 


R2 


R3 


W 


m 


Y1 


Y2 


n 


R6 


R7 


R9 


R10 


R11 


22 


m-OCH3 


H 


cycl- 
C6H11 


CH 


0 


CO 


NR9 


0 


H 


(S)-i-C3H7 


H 




\ 


23 


P-CH3 


H 


cycl- 
C6H11 


CH 


0 


CO 


NR9 


0 


H 


(SH-C3H7 


H 






24 


P-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


Cyclohexyl 


H 






25 


P-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


Cyclopentyl 


H 






26 


m-OCH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


Cyclopentyl 


H 






27 


m-CF3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


Cyclopentyl 


H 






28 


P-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(S)-i-C3H7 


CH3 






29 


P-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(S)-i-C3H7 


PhCH2 






30 


p-CH3 


H 


CH3 


CH 


0 


CO 


NR9 


0 


H 


(SH-C3H7 


n-C3H7 






31 


P-CH3 


H 


CH3 


CH 


0 


CH2 


O 


0 


H 


n-C3H7 








32 


P-CH3 


H 


CH3 


CH 


0 


CH2 


O 


0 


H 


CH3 








33 


P-CH3 


H 


CH3 


CH 


0 


CH2 


O 


0 


H 


C2H5 








34 


p-CH3 


H 


CH3 


CH 


0 


CH2 


O 


0 


H 


PhCH2 








35 


m-OCH3 


H 


CH3 


CH 


0 


CH2 


O 


0 


H 


CH3 








36 


m-CH3 


H 


CH3 


CH 


0 


CH2 


O 


0 


H 


CH3 
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Bsp 


R1 


R2 


R3 


W 


m 


Y1 


Y2 


n 


R6 


R7 


R9 


R10 


R11 


37 


m-CF3 


H 


CH3 


CH 


0 


CH2 


O 


0 


H 


CH3 


_ 






38 


P-CH3 


H 


CH3 


CH 


0 


CH2 


O 


0 


CH3 


CH3 








39 


P-CH3 


H 


CH3 


CH 


0 


CH2 


o 


0 


Cyclopentyl 








40 


P-F 


H 


CH3 


CH 


0 


CH2 


o 


0 


CH3 


CH3 








41 


m-OCH3 


H 


CH3 


CH 


0 


CH2 


o 


0 


CH3 


CH3 








42 


m-CF3 


H 


CH3 


CH 


0 


CH2 


o 


0 


CH3 


CH3 








43 


5-CH3 


H 


CH3 


O 


0 


CH2 


o 


0 


CH3 


CH3 








44 


P-OCH3 


m-OCH3 


CH3 


CH 


0 


CH2 


o 


0 


CH3 


CH3 








45 


P-CH3 


H 


Ph 


CH 


0 


CH2 


o 


0 


CH3 


CH3 








46 


P-CF3 


H 


CH3 


CH 


0 


CH2 


o 


0 


CH3 


CH3 








47 


P-OCH3 


H 


CH3 


CH 


0 


CH2 


o 


0 


CH3 


CH3 








48 


H 


H 


CH3 


S 


0 


CH2 


o 


0 


CH3 


CH3 








49 


m-OCF3 


H 


CH3 


CH 


0 


CH2 


o 


0 


CH3 


CH3 






- — 4 


50 


p-i-C3H7 


H 


CH3 


CH 


0 ' 


CH2 


o 


0 


CH3 


CH3 






- — r 


51 


m-CH3 


H 


CH3 


CH 


0 


CH2 


o 


0 


CH3 


CH3 








52 


P-CH3 


H 


CH3 


CH 


0 


CH2 


s 


0 


H 


H 









52 



Bsp 


R1 


R2 


R3 


W 


m 


Y1 


Y2 


n 


R6 


R7 


R9 


R10 


R11 


53 


P-CH3 


H 


CH3 


CH 


0 


CH2 


S 


0 


H 


CH3 






-- — 4 


54 


P-CH3 


H 


CH3 


CH 


0 


CH2 


S 


0 


H 


C2H5 








55 


P-CH3 


H 


CH3 


CH 


0 


CH2 


s 


0 


H 


n-C5H1 1 








56 


P-CH3 


H 


CH3 


CH 


0 


CH2 


s 


0 


H 


i-C3H7 








57 


P-CH3 


H 


CH3 


CH 


0 


CH2 


s 


0 


CH3 


CH3 








58 


P-CH3 


H 


CH3 


CH 


0 


CH2 


s 


0 


H 


Ph 








59 


P-CH3 


H 


CH3 


CH 


0 


CH2 


s 


0 


H 


cycl-C6H1 1 








60 


p-CH3 


H 


CH3 


CH 


0 


CH2 


s 


0 


H 


n-C3H7 








61 


P-CH3 


H 


CH3 


CH 


0 


CH2 


s 


0 


Cyclobutyl 








62 


P-CH3 


H 


CH3 


CH 


0 


CH2 


so 


0 


H 


H 








63 


p-CH3 


H 


CH3 


CH 


0 


CH2 


so 


0 


H 


n-C5H11 








64 


P-CH3 


H 


CH3 


CH 


0 


CH2 


so 


0 


CH3 


CH3 








65 


P-CH3 


H 


CH3 


CH 


0 


CH2 


so 


0 


H 


i-C3H7 








66 


P-CH3 


H 


CH3 


CH 


0 


CH2 


so 


0 


H 


n-C3H7 








67 


P-CH3 


H 


CH3 


CH 


0 


CH2 


S02 


0 


H 


H 








68 


P-CH3 


H 


CH3 


CH 


0 


CH2 


S02 


0 


H 


n-C5H1 1 
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Bsp 


R1 


R2 


R3 


W 


m 


Y1 


Y2 


n 


R6 


R7 


R9 


R10 


R11 


69 


P-CH3 


H 


CH3 


CH 


0 


CH2 


S02 


0 


CH3 


CH3 




_ 


_ 


70 


P-CH3 


H 


CH3 


CH 


0 


CH2 


S02 


0 


H 


i-C3H7 


_ 


_ 


_ 


71 


P-CH3 


H 


CH3 


CH 


0 


CH2 


S02 


0 


H 


n-C3H7 








72 


P-CH3 


H 


CH3 


CH 


0 


CH2 


NH 


0 


H 


(SH-C3H7 


_ 






73 


P-CH3 


H 


CH3 


CH 


0 


CH2 


NR9 


0 


H 


(SH-C3H7 


COCH3 


_ 


_ 


74 


P-CH3 


H 


CH3 


CH 


0 


CH2 


NR9 


0 


H 


(SH : C3H7 


COPh 


_ 


_ 


75 


P-CH3 


H 


CH3 


CH 


0 


CH2 


NR9 


0 


H 


(SH-C3H7 


S02CH3 


_ 




76 


P-CH3 


H 


CH3 


CH 


0 


CH2 


NR9 


0 


H 


(SH-C3H7 


S02CH2S02CH3 






77 


P-CH3 


H 


CH3 


CH 


0 


CH2 


NR9 


0 


H 


(S)-i-C3H7 


S02(p-Tol) 


_ 




78 


P-CH3 


H- . 


CH3 


CH 


0 


CH2 


NR9 


0 


H 


<S)-i-C3H7 


COOMe 






79 


P-CH3 


H 


CH3 


CH 


1 


CH2 


O 


0 


CH3 


CH3 


_ 






80 


P-CH3 


H 


CH3 


CH 


1 


CH2 


O 


0 


CH3 


C2H5 








81 


m-OCH3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


H 


H 


_ 




" — 4 


82 


m-OCH3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


H 


CH3 






- r 


83 


m-OCH3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


H 


C2H5 








84 


m-OCH3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


H 


n-C3H7 
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Bsp 


R1 


R2 


R3 


W 


m 


Y1 


Y2 


n 


R6 


R7 


R9 


R10 


R11 


85 


P-CH3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


CH3 


CH3 








86 


m-CF3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


CH3 


CH3 






-- — i 


87 


P-CH3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


H 


i-C3H7 








88 


m-OCH3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


H 


i-C3H7 








89 


P-CH3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


H 


PhCH2 








90 


P-CH3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


H 


i-C4H9 








91 


m-CF3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


n-C3H7 


n-C3H7 








92 


P-CH3 


H 


CH3 


CH 


0 


CH2 


CH2 


0 


Cyclopentyl 








93 


P-F 


H 


CH3 


CH 


0 




CH2 


2 


H 


C2H5 








94 


p-F 


H 


CH3 


CH 


0 




CH2 


2 


H 


n-C3H7 








95 


P-F 


H 


CH3 


CH 


0 




CH2 


2 


H 


H 








96 


p-F 


H 


CH3 | 


CH 


0 




CH2 


2 


H 


CH3 








97 


m-CH3 


H 


CH3 


CH 


0 




O 


1 


H 


(p-CF3-C6H4)-CH20 








98 


m-CH3 


H 


CH3 


CH 


0 




O j 


1 


H 


n-C3H70 








99 


m-CH3 


H 


CH3 


CH 


0 




o 


0 


Cyclopropyl 








100 


m-CH3 


H 


CH3 


CH 


0 




o 


0 


H 


CH2NR10R11 




CH3 


PhCH2 
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Bsp 


R1 


R2 


R3 
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m 


Y1 


Y2 


n 


R6 


R7 


R9 


R10 


R11 


101 


m-CH3 


H 


CH3 


CH 


0 




O 


0 


H 


CH2NR10R11 




CH3 


PhCH2CH2 


102 


m-CH3 


H 


CH3 


CH 


0 




O 


0 


H 


CH30CH2 








103 


m-CH3 


H 


CH3 


CH 


0 




o 


0 


H 


X 

b 









3 liegt ats Diastereomerengemisch vor 

b Die gestrichelte Linie gibt die VerknOpfungsstelle an. 
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